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(57) Abstract 

Drugs containig as the active ingredient 
miinoalkylindazole derivatives represented by 
general formula (I) or pharmaceutical!)' 
acceptable salts thereof, which have high 
affinity and selectivity to 5-iIT 2c receptors and 
arc useful in treating central nervous system 
diseases such as sexual disorders, genital 
insufficiency, appetite regulation disorders, 
anxiety, depression, and sleep disorders, 
wherein each symbol has the following 
meaning: A represents optionally substituted] 
linear or branched C Vj alkvlene or cyeioalkanc; R ! 
and R 2 




0) 



and R 2 



may form together with A a nitrogen-containing J^Z£SZ^# TT^T **\ " R ' 

represents hyclrogen, lowr al k yl. haiogeno. hydroxy, iowef a.Koxy. ary.-sSu.cd ZL^JZ ^^„^^X^S 
lower alkanoylamino. nitro or cyano. ' UI1U or aujouu aikyi)amino. 
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1 


NMR: 5. 8G(2H, s), 7. 01 7. 07( 1H, m), 7. 49 7. 55 (III. in). 7. 63 7. 68( 1H, in). 
8. 37(111, s) 


2 


NMR: 5. 77C2H. s), 7. 13(lH,ddd), 7. 71(111, dd). 7. 88(111. dd). 8. 26dH,s) 


3 


NMR: 5. 86C2H. s), 7.61 7. 72(211, m), 8. 45(111, s) 


4 


NMR: 2. 46 -2. 48(311, m), 5.80(211, s), 7. 34 7. 40(111, in), 7. 61 7. 660H. in). 
8. 33 8. 35C1H, in ) 


5 


NMR(CDC1,): 5.42(2H,s). 7.93(lH.ci), 8. 15dH,dd), 8.24(lH,d), 8.48dHs> 


6 


NMR(CDC1,): 5.39(211, s), 7. 60(lH.d), 8.30(lll,d), 8.4KlH.dd), 8. 78dHd) 


7 


NMR(CDC1,): 5.30(2H,s), 7. 42 7. 48(2H, m ), 7. 76(111, d). 8. 02(111, s) 


8 


NMR(CI)C1 ;) ): 5.29(2H,s), 7. 38( 111, d ), 7. 58C1H, dd). 7.92dH,d). 8.02(111 s)" 


9 


NMR(C1)C1,j: 5. 28(2H,s), 7. 28(111, d ). 7. 73(111, dd), 7. 99UH, s;, 8. 14C1H ch 


10 


NMR(CDC1,,): 2.48(3H,s). 5. 28(211, s >, 7. 31 -7. 38C2H. in ). 7. 54011, s), 
7. 98(lH,d) 


11 


NMR(CDC1,): 0. 94( 311. U 1.22 1. 42(.2H, m;, 1.61 1.68(2H,m), 2.73(2H. t ). 
5. 27C2H, s ), 7. 32 7. 40(211. in >. 7. 53(111, s). 7. 99( 111. s) 


12 


NMR(.CDC1 3 ): 3.87C3H.S), 5.27(2H,s), 7. 11(111. d), 7. 17dH,dd), 
7. 38(141, d), 7. 97(111, d) 


13 


NMRtCDCl,): 5.27(2H,s), 7. 65C1H. s>. 7. 89(l.H,s). 8. 02C1H, s) 


14 


MR(CDC1 ; ,): 5. 26C2H. s), 7.26dH.d), 7.99dH,d). 8.02dli,s) 


15 


NMRCCDCL,.): 5.28(2H,s), 7.51dH,d), 7. 58C1H, d>. 8.03dH,d) 


16 


MK(CDC1 : ,): 5. 26(2H,s), 7. 28C1H. dX 7.83dH,d), 8. 02dH,s) 


17 


NMR CDC I, ; : 5. 30C2H. s), 7. 34 7. 37C2H. in ). 8. 15( 111, s > 


18 


NMKCCDCl.,): 5. 28C2H, s), 7.49dH,d), 7. 74C1H. d). 8. 03(lH,s ) 


19 


NMRCCDCL,): 5.27(211, s), 7. 27 7. 3K1H, in). 7. 53(111, dd), 8. 04C1H. d) 


20 


NMR: 3. 86C3H. sX 5. 73(211, s), 6. 85(111. dd), 7.32dH,d), 
7. 67(111, d;, 8. 09(1 H, s.) 


21 


NMR: 2.00(3H,d), 5.54dH,q), 6. 98 7. 06UH, in), 7. 17 7. 21(111, m). 
7. 69 7. 74C1H. m), 8. 04 8. 06C1H, m ) 


22 


NMR: 1. 89- 2. 28C2H, in). 2. 32 2. 54C4H, m), 5. 44C1H, dd), 

6. 99 7. 08(1H, m), 7. 46-7. 52dH, in), 7. 81 ( 1H, dd), 8. 12C1H, s) 


23 


NMR(CDC1 3 ): 1.25(3H, t), 4. 22C2H, q), 5. 14(211, s), 7. 16 7. 22dH, m), 
7.27 7.30(lH,m), 7. 37C1H, ddX 7.66 7. 69( 1H, m), 8. Ol(lH.d) 


24 


MR: 3. 97(311, s), 5. 92(2H, s), 7. 18C1H, d). 7. 83dH, d). 8. 24dH. s) 


25 


NMR: 3.94(211, t). 5. 04C.2H, t), 7. 31(111. ddd ), 7. 55C1H. ddX 7. 79(111, dd), 
8. 12(111, s) 


26 


\MR(CDC1,,): 4.09 4.13(2H,m), 4.45(2H,t), 7. 15 7. 20C1H, m), 7.35dH,dd), 
7. 39C1H, ddX 7. 96(1 H, s) 
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27 


NMK : 1 . 57 1. 78(211. in ), I. 80 2. 20(411, in), 4. 24 4. 35C 1 H, ni ), 4. 55( 1 II, d). 
4. 79-4. 88(111, m), 6. 95-7. 04(1 H, in), 7. 49 7. 56(111, in). 7. 76(111, dd). 
8. 04 C1H, s ) 


28 


NMR(CDC1 3 ) : 2. 72C3H, s), 4. 66 4. 72(4H, m), 7. 18 7. 23(111, in), 7. 35(111, dd), 
7. 43(1 H, dd), 8. OKlH.ri) 


29 


NMRCCDCi.,): 3. 0K2H, t), 4. 65(211. t), 7. 18 7. 25( 111, m), 7. 37(1 H.dd). 
7. 41(111, dd), 8. 01(111, d) 


30 


NMR(CDC1 ;1 ) : 1. 28C3H, d), 3. 16C1H. d). 4. 20 4. 27C1H. m), 4. 30-4. 39(211, in ). 
7. 15 7. 20C1H. in), 7. 34 7. 40(211. m). 7. 98C1H. d) 


31 


NMR(.CDCl :i ) : 1. 28(3H, d). 3. 18(lH,cl), 4. 20 4. 25(111, in), 4. 29 4. 39C2H, in), 
7. 15 7. 20C1H, m), 7. 33 7. 40(211. in), 7. 97(1H. d) 


32 


NMRCCDCi;,.): 1.29(3H,d). 3. ll(lH,d), 4. 20 4. 26C1H, m), 4. 31-4. 40C2H. m). 
7. 16-7. 2K1H, in), 7. 34 7. 4K2H, in), 7. 99(1H, d) 


33 


XMR(CDC1.,): 1. 28(311. d), 3. 18(111, d), 4. 15 4. 2K1H, m), 4. 30-4. 38(211, in), 
6. 92 6. 97(1 H, m). 7.07 7.10(111, m), 7.68(111, dd), 8. 00(111, m) 


31 


MR: 1.06( 3H, d), 3. 83(311. s), 4, 05 4. 16(111, m). 4.10 4. 30C2H, m), 
4,85(lH.d), 6.73(lH,dd>, 7.08 7. lKlH.m), 7.58(lH,d), 
8. 22 C1H, s) 


35 


NMR : 1.04C3H, d), 4. 00 4. 31(311, m), 4. 85(111, d), 5. 17(2H, s), 
6. 82UH, dd), 7 . 30 - 7 . 6 5 07H, m), 7. 92C1H, s) 


36 


NMR: 4. 06 4. 58(5H, nO, 5. 42(1H, d), 6. 93-7. 06(111, m), 7. 46 7. 52( 111. in), 
7. 78(111, dd), 8. 10(111, s) 


37 


NMR: 3.22 3.33(5H,ni), 3. 97 4. 08CIH, m), 4. 25 4. 45C2H. m ), 5. 08(111. d), 
6. 95 7. 04C 1H, m), 7. 42 7. 48( III, m\ 7. 77C 1H, dd). 8. 08f 111. s .) 


38 


NMR: 1. 04(311, d), 4. 01 4. lldH.nO, 4. 53(111, dd). 4. 72(111, dd). 4. 88(111. d) 
7. 34(lH,d), 7. 78(lH,d). 8. 2K1H, s; 


39 


NMR: 1. 08(3H, d), 4. 00-4. 08( 1H, m), 4. 30 4. 32(2H, m), 4. 85C1H, d;, 
8. 04 8. 08(3H, m) 


40 


NMR: 0. 94(311, d), 3. 77 3. 86(111, in), 3. 98(3H, s), 4. 09 4. 13C2H, m), 
4. 83(1 H, d). 7. 23C1H, d), 8. 02C1H, d), 8. 23C1H, s.) 


41 


NMR: 1. 00(311, d). 3. 94C3H, s), 4. 04 4. 09C1H, m), 4. 46 4. 50(1H, m"). 4. 65 4. 70 
(1H, m), 4, 84(111, d), 7. 10C1H, d), 7. 71( 1H. d), 8. 06C1H. s) 


42 


NMR: 1. 0K3H, d ), 3. 93(3H, s), 4. 06 4. 14(111, m ), 4. 53 4. 58C1H, n). \ 
4. 71-4. 75(1H, in), 4. 82(111, d), 7. 07C1H, d), 7. 75(111, d). 8. 06(111, s) 


43 


NMRCCDCI;,): 1. 33(3H, d), 4. 07 4. 15( 1H, in). 4. 29 4. 40C2H, m), 
7.17 7.22(lH,m), 7.35(lH,dd). 7.41(lH,dd), 8.00(lH,d) 


44 


NMR(CDCl ;j .) : 1. 33C3H, d), 4, 07 4. 15( 1H, m), 4. 29- 4. 40(2H, m), 
7.17 7. 22C1H. m), 7. 35(111. dd). 7. 41(111, dd), 8. 00(111, d) 
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45 


MR(CDCl y ) : 1.33C3M), 4. 07 4. 15C1H. m), 4. 29 4. 40(2H. m), 
7. 17 7. 22C1H, m). 7. 35(111, dd), 7.41(lH,dd\ 8.00ClH,d) 


46 


NMRCCDCly) : 1. 33(311. d ). 4. 08 4. 1GCJH, m). 4, 23 4, 36<2H, in ), 

6.92- 6.97(111,111), 7.09 7. 12(lH,m), 7. 67dH.dd). 8. OKlH.m) 


47 


NMR: 1. 23(3H,d), 4. 07 4. 18C1H. m), 4.41 4. 48C2H, m ), 5. 18(211, s), 
6. 85C.1H, dd), 7. 32-7. 64<7H. m), 7. 99(111, s) 


48 


NMR: 1. 24(3H, d;, 3. 83(3H, s ). 4. 06 4. 1 9( 1H, m), 4. 42 4. 46(211, m ). 
6. 77(lH,dd), 7. 18-7. 21(111, m). 7. 61(111, d), 7. 98dH, s) 


49 


NMR: 1. 64 2. 29(6H, ni), 4. 35 4. 44(111, m), 4. 97-5. 07(111, m ), 

7.00 7.08(lH,m), 7.60 7.66(lH,m). 7. 8K1H. dd), 8.18dH,s) 


50 


NMR: 4.35-4, 82(5H,m), 7.01 7. 10dH.ni), 7. 61 7. 67(111, m). 7. 83(lH,dd), 
8. 18 (1H, s) 


51 


NMR: 3. 32(311, s), 3. 43 3. 62(2H. m), 4. 13 4. 23(1 H, m), 4. 42 4. 59(211, m ), 
6.99 7. 08UH.m), 7.55 7. 62C1H, m). 7. 81(111, dd;. 8. 15(111. s") 


52 


NMR: 1. 16C.3H, d), 3. 90 4, 13C5H. m;, 4. 31 4. 38dH.ni). 7. 28C1H, d), 
8. 07(lH.d), 8. 33dH, s) 


53 


NMR: 1. 23(311, d), 3. 95(.3H, s),4. 03 4. 10dH, m ), 4. 73 4. 76(2H,m), 
7. 14C1H, d"), 7. 75(lH.d), 8. 14dH,s) 


J 4 


NMR: I. Z-d^tl, ti). 3. 9413H, s), 4. 02 4. 12(1H, in ), 4. 79 4. 82(211. m), 
7. HClH.d), 7. 79(111, d), 8. UdH, s) 


55 


NMR(CDC1 3 ): 1.42(9H,s), 3.59 3. 63C2H, m), 4.42(211, t), 4. 83dH. brs), 
6. 87C1H. dd ;, 6. 93(111, d). 7. 80(111, m ) 
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R 3 






1 


4 K 


H 


m/z: 180(FAB,M'!1) 

NMR : 3. 29 3. 35C2H, m), 4. 68 4, 75(211. in), 6. 93 7. 00( 1H, m), 
7. 41 7. 48( 1H, m ), 7. 57- 7. 63(111. n ), 8. 10 8. 35(311. brs ), 
8.27 8. 29 ( 111, m) 


9 

U 


5 F 


6 Me 


m/z: 194 (FAB, M • 1) 

NMR: 2. 39(3H,d), 3. 24 3. 36C2H, in"), 4, 59 4.65(211. m), 

7. 52(111, d), 7.64(lH.d), 8.00 8. 20(211, brs), 8. 07(111, s) 


3 


6 F 


II 


m/z : L80CFAB, M'H) 

NMR: 3. 25-3. 33C2H, m ). 4. 63 4. 68(2H, nu, 7. 03 -7. 09( 1H, in ), 
7.63 7.68(111. m ), 7.81 7. 88C1H, m;. 8. 18(111, s>, 
8. 18 8. 30(311. brs ) 


4 


4 F 


5 F 


m/z: 198 (FAB, W 4) 

NMR : 3. 28 3. 34C2H, m), 4. 68-4. 73(211, in), 7. 53 7. 66( 211, m), 
8. 05 - 8. 20C2H, brs ), 8. 37dH,s) 


5 


4 Me 


5 F 


m/z: 194 (FAB, M'H) 

NMR: 2. 46 2. 47(3H, m), 3.25 3. 33(211, m), 4.63 -4, 69(211, m), 
7. 29(111, dd), 7. 57(111, dd), 8. 04 8. 21(211, brs), 
8.24 8. 26UH. m) 


6 


6 NO, 


II 


m/z: 207 (FAB. W I) 

NMR: 3.33 3.38(211,m), 4. 83(2H. t ), 8. 00(1 H, dd), 8. 06(111, d), 
8. 14(111, brs), 8.42C1H.S), 8. 80(111, s) 


7 


5 -NO, 


H 


m/z: 20 7 ( FAB, MM 1) 

MR: 3. 35C2H, m), 4. 75(211, t), 7. 93dH,d), 8. 08C2H, brs), 
8. 30(111, dd), 8. 50UH, s), 8. 87(lH,d ) 


8 


5 CI 


II 


m/z: 196 1 FAB. M ; 1 ) 

NMR: 3. 25 3. 35(211, m), 4. 74C2H, t), 7. 46C1H. dd), 7. 85(111, d). 
7. 89UH, d), 8. 15HH, s), 8. 42C3H, brs) 


9 


5 Br 


II 


m/z: 240, 242(FAB. M il) 

NMR: 3. 29(2H, t), 4. 7K2H, t), 7. 56C1H. dd), 7. 78(1 H, d), 
8. 04UH, d), 8. 140H, s), 8. 34C2H, brs ) 


10 


5 I 


II 


m/z: 288 (FAB, M'H) 

NMR: 3.29C2H. t), 4. 67C2H. t .), 7. 63(111, d), 7. 69(lH,dd), 
8. HUH, s), 8. 18(2H, brs;, 8. 22(lH,d) 
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11 


5 Br 


6 F 


m/z: 258, 260CFAB, M' U ) 

NMR: 3. 29C2H, t), 4. 70C2H. t), 7. 94(111, d), 8. 17(111, s), 
8. 20(111, d), 8. 32(211. brs) 


12 


5 KeO 


H 


m/z: l92(FAB,M i: l; 

NMR: 3. 25 3. 29(211, ni .■, 3. 79< 311. s >, 4. 63C2H. t), 

7. 08 7. IK 1H, m), 7. 2K1H, s), 7. 64dH, d). 8. 02( 1H. s), 

8. 22(311. brs.) 


13 


5 Me 


H 


m/z: 176CFAB, M'U) 

NMR: 2.4K3H. s), 3. 23 3. 3K2H, m), 4. 66C2H, t). 7. 27( 1H, dd), 
7. 55( 1H, s ), 7. 64( 111, d ), 8. 04C1H, s ), 8. 32(2H. brs ) 


14 


5-"Bu 


H 


m/z: 217CFAB. M' i D 

NMR: 0. 90(3H, t;, 1.27 1. 36C2H. m>. 1.55 1. 63(2H, m), 
2. 68C2H, t), 3. 28C2H, t:.), 4. 66C2H, 1 ), 7. 29(111, dd), 
7. 55 ( 1 H, s ) , 7. 65 ( 1 H, d ) , 8. 05 ( 1 H, s ) , 8. 30 ( 3H, brs ) 


15 


5 CI 


6 CI 


m/z: 229 CI. M ) 

NMR: 3. 30C2H, t), 4. 69(211, t), 8. 13C1H, s), 8. 15 8. 24(211, brs), 
8. 19C1H, s),8.21(lH, s) 


16 


5 -CI 


6 F 


m/z: 2 14 (FAB, M ! = 1) 

NMR: 3. 29C2H, brs), 4. 69(211. t), 7. 97C1H, d), 8. 08C1H, d), 
8. 18(1H, s). 8. 28C2H, brs) 


17 


4 CI 


5 F 


m/z: 214CFAB, M'U) 

NMR: 3. 33C2H. brs.), 4. 71 (211, t). 7.56UH, dd), 7. 8K1H, dd), 
8. 1K2H, brs ). 8. 28(1 H, s) 


18 


5 F 


6 CI 


m/z: 2 14 (FAB, M'U) 

NMR: 3. 30 3. 32(211, m), 4. 65C2H. i), 7. 84(111. d), 7. 98(211, brs), 
8. 11(111, d), 8. 19C1H, s) 


19 


5 F 


6 Br 


m/z: 258, 260(FAB,M il) 

NMR: 3. 29-3. 31(211, in), 4. 68(2H, t), 7. 79(.lH,d). 8. 13C2H, brs), 
8. 18(lH,s ), 8. 26C1H, d.) 


20 


5 F 


6-F 


m/z: 198 (FAB, WW) 

NMR: 3. 29C2H, t.) 4. 68(211, t), 7. 85(111, dd), 7. 97C1H. dd ), 
8. 18(111, s), 8. 22(2H,brs.) 


22 


6 Met) 


H 


mp: 203-204°C 

NMR: 3.26 3. 29(2H, m), 3. 87(30. s), 4. 62-4. 65(2H, m), 
6. 79(111, dd), 7. 27(lH,d), 7. 63(1H, d), 8. 0K1H, s), 
8. 18 -8. 25(311, brs) 
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24 


6 Me() 


7 Br 


m/z: 270, 2 72 (FAB. MM") 

MR: 3. 07 3. 1K2H, m), 3. 93C3H, s), 4. 78 4. 82C2H, m), 
6. 42(111, s), 7. 09UH, d), 7. 77(111, d), 8. IOC 1H, s) 


25 


6 CI 


7 CI 


m/z: 230 (FAB, MM) 

NMR: 3.05 3. 15C2H,m), 3.20 3. 40(3H, brs), 4. 79C2H, t), 
6. 42(111. s), 7. 36(1 H, d), 7. 79(111, d), 8. 24C1H. s) 


26 


5 F 


H 


m/z: 180 (FAB, MM) 

NMR: 3. 28 3. 33(211, m ), 4. 64 4. 70C2H, m), 7.32 7. 39(111, in), 

7. 55- 7. 60C1H, m), 7. 74 7. 81 ( 1H, in.), 8. 04 8. 20(311. brs ), 

8. 14(111, s) 


42 


5 Nil, 


H 


m/z: 177 (FAB, MM.) 

NMR: 3. 30 3.3K2H, m), 4. 7K2H, t), 7. 43(lH,dd), 7. 85(111. dj, 
7. 88(111, d), 8. 26C3H, brs), 10. 45 (3H, brs) 


43 


5 NHAc 


II 


m/z: 219CFAB, M'U) 

NMR: 2. 07(3H,s), 3. 26- 3. 31 (2H, m), 4. 65(211, t ), 7. 50C1H, dd), 
7. 66C1H, d), 8. 09(1H. s). 8. 17(111, in.), 10. 12(1H, s) 


52 


6 NIL 


H 


m/z: 177(FAB,MM) 

NMR: 3. 14 3. 20(211, m). 4. 32 4. 36(211, m), 6. 48(211, s). 
6. 49- 6. 55(211, m), 7. 38(1 H, d), 7. 78(1 H, s) 



M 7 - 1 




Ex. 


A 


R ;t 




21 


CHXH 2 CH 2 - 


5 F 


m/z: 194 (FAB, M'-l.) 

NMR : 2.09 2. 17(2H,m), 2.75 2. 83C2H, m), 4. 55(2H, t), 

7. 30-7. 35(111, ni). 7. 55(111, dd), 7. 82(111, dd), 

8. 08(111, d), 8. 16(211, brs) 


23 


CH(Me)CH 2 - 


6 F 


mp: 196 197°C 

NMR: 1. 43(311, d), 3. 29 3. 3K1H. m), 3. 40 3. 46(111, in), 
5.07 5.08C1H.BO, 7.03 7. 09C1H, n). 

7. 59 7. 63C1H. m), 7. 81 7. 85C1H, m), 

8. 05-8. 07(211, brs ), 8. 2K1H, s) 
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27 


; CHXHCMe) 


5-F 


m/z: 194 (FAB, M' i 1) 

NMR: 1. 18C3H,d), 3. 64 3. 74(1 H, in), 4. 53-4. 70C2H, m), 

7. 34 7. 39C 1H, n .), 7. 59( 1H, dd), 7. 82C 111, dd ), 

8. 15C1H.S), 8.2K2H, brs) 


28 


CHXHCMe) 
CS'H* 


5 F 


m/z: 194CFAB, M'i l ) 

NMR: 1. 19C3H.d), 3. 63 3. 74c 1H, m), 4. 54 4. 75C2H. m ), 
7.33 7. 39C1H. m), 7. 58(1H, dd), 7. 86C1H. dd), 
8. 15C1H.S), 8. 36 C3H, brs) 


29 


CHXHCMe) 
CRM* 


5 F 


m/z: 193CCI, M ) 

NMR: 1. 19C3H, d), 3. 66-3. 70C1H, in), 4. 54 4. 76C2H, in). 
7.33 7. 39C1H, m), 7. 58C1H. dd), 7. 86c 1H. dd >, 
8. 15C1H, s). 8. 38C3H, brs ) 


30 


-CHXHCMe)' 

~(.SM 


6 F 


mp: 160-161°C 

NMR: 1. 21 C 311. d), 3. 60 3. 72 UH m) 4 50 4 70C2H m) 
7.04 7. 09C1H, m), 7. 72C1H, dd), 7. 84C1H. "dd), 
8. 18(111, s). 8. 34C3H, brs) 


31 


CHXHCMe; 
(S)f* 


6-MeO 


m/z: 20 6 (.FAB, M'U) 

NMR: 1. 12(3H,d), 3.55 3. 66(111, m), 3. 85C3H, s), 
4. 43C 1H, dd ), 4. 55C1H, dd), 6. 48C2H, s), 

6. 77(111, dd). 7. 23-7.25ClH.il), 7. 62(1 H. d), 

7. 99C1H. s) 


32 


CHXHCMe) 

(SM 


6 BnO 


m/z: 28 2 C FAB, M'+l) 

NMR: 1.09(3H,d), 3. 52 3. 61C1H, m ). 4. 40C lH.-dd ), 
4. 50C1H, dd), 5. 18C2H, s), 6. 49C2H. s), 

6. 85(1H, dd), 7.32 7. 44UH m) 7 48 

7. 52(211, m ), 7. 64(111, d), 7. 99C1H, s) 


33 


! 


6 F 


mp: 203 207°C 

NMR: 1.56 1. 70ClH.ni), 1. 79- 1. 9K2H, m), 
1.95 2. 30C.3H, m), 3. 63- 3. 72(1H, m), 
4.87 4. 97C1H, in ), 6.43C1H, s), 6.97 

7. 05C1H, m), 7. 57 7. 63(111, m), 7. 79(111, dd). 

8. 12C1H, s) 


34 


CHXHCCHXMe)- 


6 F 


mp: 165 168°C 

VMR: 3. 18 3. 31C5H,m), 3.37 3.46C1H, m), 4.31 
4.45C2H, m), 6. 51(111, s), 6. 99-7. 05C1H, b). 
7. 51 7. 56C1H, m), 7.80(lH,dd), 8. ll(lH.s) 
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Ex. 


A 


R 3 




46 


CHXIKMe) 

CSM* 


6 OH 


mp: 177 179°C 

NMR: 1.07(311, d). 3. 51 3. 62C1H. m). 4. 29(111. dd), 
4. 38(111, dd), 6. 48(211, s ), 6. 7K1H, dd ), 
6. 89C1H, s), 7. 54C1H. d), 7. 92C1H, s) 


48 


CII,C11(CH,F) 


6 F 


m/z: 212(FAB, M' + O 

NMR: 3.43 3. 550H, m), 4.22 4. 48C4H. m), 
6.59(211, s), 6.99 7. 06(111, m), 
7. 54 7. 59(111. m), 7. 80( 1H, dd), 8. 12(1H, s) 



IS 8 



n' 

CH,CH 2 NR 1 R : 



Ex. 


R 1 


R L ' 




37 


Et 


Et 


m/z: 236CCI.M') 

NMR: 1. 19C6H, t), 3. 14 3. 20C4H, m), 3. 54 3. 58(2H, in), 4. 9K2H, t), 
7. 36-7. 4K1H, m), 7. 59( III. dd). 7. 89HH, dd), 8. 16(lH.s), 
10. 67(1 H, brs.) 


38 


-(CRj), 


m/z: 234CCI.M'; 

NMR: 1.82 1. 85(2H, in), 1.91 2. 0K2H, m), 2. 93 3. 04C2H. m), 
3. 45 3. 52(211, m), 3. 65 3. 70C2H, m ). 4. 85C2H, t ), 
7.36 7. 4K1H, in), 7. 59011. dd), 7. 86C1H, dd), 8. 16(111, s ). 
10. 71(111, brs) 


39 


(CH,V 


m/z: 248(CI,m 

NMR: 1.29 1.4K1H, m), 1.68 1.71(lH,m), 1.77 1. 81(411, m), 
2. 87-2. 97(2H. m), 3. 46-3. 53C4H, in), 4. 95C2H, t), 
7.35 7.41 (Htm), 7. 58(111, dd), 7. 89(111, dd), 8. 15C1H, s). 
10. 89(1H, brs) 


40 


nPr 


nPr 


m/z: 254CFAB, M'rl) 

NMR: 0. 84C3H, t), 1.58 1. 68(4H, m), 3.00 3. 06C4H, m), 
3. 56 3. 60C2H, m). 4. 94C2H. t), 7. 37 7. 42C1H, m), 
7.59(lH,dd), 7. 90(lH,dd), 8. 17C1H, s), 10. 73(1 H, brs) 


41 


nPr 


H 


m/z: 222CFAB, M'H) 

NMR: 0. 89C3H. t), 1.56 1. 66(211, m), 2.87 2. 90(2H, m), 
3. 40 3. 43(2H. m), 4. 77(2H, t ). 7. 35 7. 40C1H, m), 
7. 59(111, dd), 7. 82C1H, dd), 8. 15C1H, s), 8. 97(211, brs.) 
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v 

A ^NR 1 R 2 



Ex. 


A nrV 




44 




m/z: 220 - FAB. M l ) 

NMR: 1.66-1. 77ClH.ni), I. 82 2. 1 1C3H, m), 3. 08 3. 18C1H, ni ), 
3. 24 3. 31C1H, m), 3. 90- 3. 98C1H, m), 4. 70 4. 83( 211, m), 

7. 04-7. 09(111, m), 7. 76 -7. 78C1H, m), 7. 84C1H, dd), 

8. 20C1H, s), 9. 45C2H.br) 


45 


H 


m/z: 20 6 C FAB, M 1 : 1) 

NMR: 2.18 2. 25aH.nO, 2.30 2. 45C1H, m), 3.25 3.48(3H,m), 
3. 55 3. 67C1H. m). 5. 44 5. 53C1H, in). 6. 48C2H, s), 
7.02 7. lOClH.m), 7.62 7. 68HH, m). 7.82ClH.dd), 
8. 16( 1H, s.) 


t< 1 0 - 1 


Ex. 


A 


R ;| 


R" 




35 


• CHXHCMe) 
(S)f* 


5 CI 


6-Ci 


m/z: 2 14 FAB. M l ) 

NMR: 1. 12C3H, d), 3. 50- 3. 61C1H, in), 4. 42 
4. 59C2H, m), 6.49C2H, s), 8. HClH.s), 
8. 16C1H, s), 8. 21C1H. s) 


36 


CHXHCMe) - 

CS.M* 


6-C1 


7 CI 


m/z: 244 (FAB, M' 1 1 ) 

NMR: 1. 01C3H,d), 3. 25 4. 25(411, m), 4. 60 
4. 72(211, m), 6.43C1H.S), 7. 37ClH,d), 
7.80ClH,d), 8. 25(111, s) 


47 


CHXHCMe) 
CSM* 


6Me() 


7 CI 


m/z: 240CFAB. M* ; 1) 

NMR: 1.04C3H,d), 3. 51 3. 6K1H, m), 3. 95C3H, s), 
4. 68 4. 78C2H, m), 6.47C2H, s), 7. 14C1H, d), 
7. 75(1 H, d), 8. 13C1H, s) 


49 


CHXHCMe) - 

:s)(a 


6-Me() 


7 Br 


mp: 178 179°C 

NMR: 1.06(3H,d), 3. 53-3. 62C1H, n), 3. 94(311, s ), 
4. 72 4. 83C2H, in), 6. 46(211, s). 7. 11(111, d), 
7. 79(111, d ), 8. 13C1H, s) 
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Ex. 


A 




R" 




50 


CH.,CH(Me)- 


6-MeO 


7 NO, 


m/z: 251 (FAB, M'4) 

MR: 0. 95C3H, d), 3.33 3. 39C1H, m), 4. 00C.3H, s), 
4, 02-4. 08(111, nu, 4. 17 4. 22(111, m), 
6.48(2H.s). 7. 27UH,d), 8. 06(lH,d), 
8. 30(111, s ) 


51 


ClIXH(Me) 


fi Met) 


7- Nil, 


m/z: 221 (FAB, MM J 

NMR : 1. 05(311, d), 3. 57 3. 65C1H, m), 3. 84C3H, s), 
4.53-4. 60(lH,m), 4. 70 4. 77(1H, m), 

6. 48C2H, s ), 6. 94C1H, d), 7. 08< 1H, d), 

7. 91(111, s) 
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